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Fig. 6. Reaction types allowing simultaneous reaction and linker cleav 



age. 



Nucleophilic substitution using activation of electroplates 
FIG. 6A. Acylating monomer building blocks - principle 
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FIG. 6B. Acylation 

Amide formation by reaction of amines with activated esters 
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FIG. 6C. Acylation 

Pyrazolone formation by reaction of hydrazines with p— Ketoesters 




H,NHN 




FIG. 6D. Acylation 

Isoxazolone formation by reaction of hydroxylamines with j3-Ketoesters 
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FIG. 6E . Acylation 

Pyrimidine formation by reaction of thioureas with J3~Keto esters 

N 
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FIG. 6F. Acylation 

Pyrimidine formation by reaction of ureas with Malonates 



N 
I-J 



.XH 



O O 



N 

o 



FIG . 6G. Acylation 

Coumarine or quinolinon formation by a Heck reaction followed by a nucleophilic 
substitution 
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X T = Halogen, OTf, OMs 2 = O, NH 
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FIG. 6H. Acylation 

Platlialliydi-azide formation by reaction of Hydrazines and 
Plitliaiimides 




FIG. 61. Acylation 

Diketopiperazine formation by reaction of Amino Acid Esters 




X-O, S R' - H, R 
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FIG. 6J. Acylation 

Hy dan toin formation by reaction of Urea and a-substituted Esters 
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G . 6K. Alkylating monomer building blocks - principle 

Alkyiated compounds by reaction of Sulfonates with Nucleofiies 
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FIG . 6L . Viny latin g monomer building blocks - principle 
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FIG . 6M. Heteroatom electrophiles 

Disulfide formation by reaction of Pyridyl disulfide with mercaptanes 
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Transition metal catalysed reactions 

FIG. 6Q. Transition metal cat. Arylations 



Z = hafoaryl, halohelary], ArOMs, ArOTf, ArOTos or NHR or OH or 5H bId, 

ZT = Aryl, heiaryj, NR or 0 or S etc 

M = e.g. BR, BR 2 _ , SnR 2 eLc. 

R = H, aJkyl, aryl, helaryl, OR, NR 2 

M* =« e.g. B(OH)R, B(OH)R 2 ", 5n(OH)R 2 etc. 



FIG. 6R. Arylation . 

Biaryl formation by the reaction of Borates with Aryls or Heteroaryls 






X = Halogen, OMs, OTf, OTos. etc 
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FIG. 6S. Arylation 

Biaryl formation by the reaction of Borona tes with Aryis or Heteroaryfc 
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FIG. 6T. Arylation 

Biaryl formation by the reaction of Boronates with Aryls or Heteroaryls 
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FIG. 6U. Arylation 

Aryiamine formation by the reaction of amines with activated Arvk nr 

Meter oaryls 
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FIG. 6V. Arylation 

Arylamiiie formation by the reaction of amines with hypervalent iodoniura salts 




FIG. 6X.. Arylation 

Vinylarene formation by the reaction of alkenes with Aryis or Heter oaryls 




X » Halogen, OMs, OTf, OTos, etc 
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FIG. 6Z. Alkylation 

Alkylation of arenes/Iietareiies by reaction with enolethers 
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FIG. 7B 

Aromatic iiucleopliillc substitution 



SUBSTITUTED AROMATIC COMPOUNDS 




. Nu « Oxygen- , Nitrogen- , Sulfur- and Carbon Nucleophilss 
X - F, CI. Br, I, OS0 2 CU 3 , OSO2CF3, OS0 2 TOL, , , elc. 
Z\Z « COOR, CHO , COR, CONR" 2 , COO", CN , 
ND 2 , SOR . S0 2 R . S0 2 NR" 2 , , ^ 



FIG. 7C 

Transition metal catalysed reactions 
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Figure 8- Cleavable Linkers 

F _L G . 8 Ft*. . Linker for the formation of Ketones, Aldehydes, Amides and Acids 
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FIG . 8B . Linker for the formation of Ketones, Amides and Acids 
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FIG. 8 C . Linker for the formation of Aldehydes and Ketones 
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FIG. 8D « Linker for the fonnation of Alcohols and Acids 
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FIG. 8 E . Linker for the formation of Amines and Alcohols 



FIG. 8 F . Linker for the formation of Esters, Thioesters r Amides and Alcohols 
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FIG . 8G . Linker for the formation of Sulfonamides and Alcohols 
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FIG. 8H . Unkcr For the formation of Ketones, Amines and Alcohols 
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FIG. 81. Linker for the formation of Ketones, Amines, Alcohols and Mercap lanes 
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FIG. 8 J . Linker for Lhc formation of Biaryi and Bilietaryl 
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FIG. 8 K . Linker for the formation of Benzyies, Amines, Aniiins 
Alcohols and Plienoles 





FIG. 8 L . Linker for lhc formation of Mercap tanes 

R' — S ^ 3 o / Diox3na 
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FIG. 



FIG. 



FIG. 8 O Linker for the formation of Aldehydes, Ketones and 
Aiiiinoaicohols 




8M . Linker for the formation of Glycosides 




8N . Linker for the formation or Aldehydes and Glyoxylamides 
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